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Synthesis of N-(disubstituted styryl) Carboxamides

Soon-Ok Kim*, Sa-Mi Hong and Seon-Hwa Lee
Department of Chemistry, Sungshin Women’s Universty, Seoul 136-742, Korea

Abstract—For the synthesis of tuberin derivatives, N-(disubstituted styryl) carboxamides, the
series of cinnamic acids were transformed through chlorides, azides to isocyanates. And then isocy-
anates were reduced separately by Dibal and Grignard reagent. As a result of antimicrobial suscep-
tibility test, N-(3,4-dichlorostyryl) formamide and N-(3,4-dichlorostyrl) acetamide showed comparati-
vely large activity against some bacteria that is, MIC was respectively 50 ppm, 6.25~50 ppm. MIC
of other derivatives was similiar to that of tuberin, about 100.

Keywords [] Tuberin, N-(dichloro styryl) formamide, N-(dichloro styryl) acetamide, N-(dimethoxy
styryl) formamide, N-(dimethoxy styryl) acetamide, Curtius rearrangement, antimicrobial susceptibi-

lity test.

Tuberin [N-trans-(p-methoxystyryl) formamide ]
+ Ohkuma, K., Anzai, K, Suzuki, S.V5-0] Tubercle
bacillio g M2 FYEAE e FAdA Stre-
ptomyces amakusaensis®] WY o ZHE dglow
3 T2 19614 Anzai, Ko &3 trans-N-formyl-
p-methoxy styrylamine 2 4} Hc}?

Anzait Robinson3 Shinoda®2] uhH-& #H3A)HA
anisaldehyde$} malonic acid2%¥] trans-p-methoxy
cinnamic acidE %HE-3, thionylchlorideZ *2] )43
p-methoxy cinnamoyl chlorideE A% Fof, 93}
9] ol E gHo sodium azide?] 3} &9
7F&ked p-methoxy cinnamoyl azideZ 3HAslgdr).
Godtfredsen® Vangedel?2- ethyl cinnamate$} hyd-
razine hydrate® o|&€h-g& Folx] #FA|A 3-phenyl-
5-pyrazolidone¥ %12, cinnamic ethoxyformic
anhydride¢}®] 4lg-ell4l% cinnamoyl hydrazide&
At Anzai 94|

potassium p-methoxy cinna-

R R B B o] AxAZ

mateE ethyl chlorocarbonates} ¥H3-A17A HbA%k
CH,0C:H,CH,CH-CONHNH, & "=, &7]d] <
hydrazine& Z=t8-A]# hydrazide® AZEF nit-
rosodsle] azideE @AI3Mgivh ohgel azided
benzene £ujEoA] 7183} Curtius rearrange-
ment®®2] A7 cinnamoyl isocyanateE J¢ich

Tuberin®] A& 18} Fry”+ isocyanate$} ca-
rboxylic acids®?2}e] dubd] ukg-& AAdtgic) o]
-2 T 7IxY o e AERYE B3l AFyEy,
QA E-& anhydride®} amide®] EFER Qo3
carboxylic anhydride¢} X% urear o ¥& &
Zol A CO,¢} N-alkylcarboxamide®7} gr}. o] whg-
2 43l Anzai, K9+ p-methoxy styryl isocya-
nate®} formic acidE WA Lo uk-EA1A tube-
rin®] A$AS A

19774 Massey, T. J.9} Harrison, L T.& Anzai®|
S S-83le] o Akl uhHE AAEch &,
lithium #ri-tert-butoxyaluminohydride 8-<§¢il isocy-
anateE H7}3te] N-styryl formamide®} tubering-
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E2 g2 gAstgdc) £ Noltes, J. G.19, Lorenz,
D. HYZo] 9]8)4] trialkyltinhydrideE AH8-%} aryl
isocyanate®] sl 3 QA7+ Ayl RuH)
19784 Harrison, I. T., Kurz, W., Massey, 1. ].? 52
4 9] p-substituted N-(B-styryl) formamide$} furyl,
thienyl, a-naphthyl, B-naphthyl, ferrocenyl, cyclohe-
xyl, n-amyi®] =3 FAHANA Li¢-BuhAIHE
ARl e, ol B¥EC #Y FF VAE Z
% ¥3 3leich Hong S. M¥& o329 N-(p- or
m-substituted styryl) formamides®Z 3§4dslod 3

T48E A1F PuRlch 2 2el= tuberind} FARER
T Z, St Azt g1 wtdeolo] s 8
4ol e AR delzl N-(25-dihydroxy styryl)
formamideq] Erbstatine)] #3leix B-e A Ar}
ME]_—]Z. 9\1]:}.]4,15)

£ AdTedMe ddaFHst dA4EE tuberin FAL
H3E R4S BAHor e SRRV W54
717} ztz} 04 229 cinnamic acidE SUEAR
sled t-3-3h= U=l <9) N-(disubstituted styryl) carbo-
xamideE §AIsted agar dilution methodel] 23 4]
°l5 #3HE9) FFAE golngith

Yy

Alek o 217|— |2k Aldrich, Kanto$} Junsei#]|
¥4, Column¥2]-4 silica gel(Art 7734, 70~230
mesh), TLC plate(Art 5715, 0.25 mm)¥= MerckA}

AFE AHEstsdl. 4342 Fisher-John Co. melting
point apparatus® 37%3}%.on, IR A% e3& Phi-
lips Pu 97122, NMR 2#HEg.2 TMSE WiiEE
E2=Z3lo] Gemini 300 MHzE 283l 34l

Disubstituted cinnamoyl azides®] £f4'9—o]x)&
cinnamic acid 1 molel] SOCl, 1.5~2.0 mol-g- 7}3}+
78~80T ol A} 4~5A17t w8 A7 3, dimethoxy cin-
namic acid®] Z-¢eolle WAL $vulE ALg3ech
u] ¥k§-¢] SOCL} WAL 50C Az 7 2§
3t AHrEEH A9EE-S I 26-dichloro ci-
nnamoyl chloride®] 3% 46 mmol& <}AH]E 1375
mlol] Q) $o4g 0~5C AS FeA AL
SukstwiA, NaN; 25% 4-8-9)(NaN; 4.29g, 65.98
mmol/H;0 12.87 m))ell A A3 Hslslgdc). 442 o}
AZIRE Foll 2087 A2 A% wEAITIE, o

719 500 mi9] AEE& F7Iste] 249 A E

gom, A E «7}3}le] ethyl acetatedll o), T

MgSO,2 AzA17 ¥ 495 A A3}, ethyl ace-

tate®} n-dito 2 AN 57} azideF Ik

1 #)9) disubstituted cinnamoyl azide frEAE=

5 fl9 AR wbge A4-3be] 77.5~99.7%2
= $93kqch

Cinnamoyl azide— 5% ' 84.5%, mp 85~86C, IR
VB em™1: 2150(—Ny), 1678(—C=0), 'H NMR
(CDCly) : & 6.42(d, 1H), 7.2~7.7(m, 5H), 7.75(d, 1H)

2,4-Dichlorocinnamoyl azide —5-& : 77.5%, mp
82~825C, IR vEB cm~!: 2150(—Nj), 1681(—C=
0), 'H NMR(CDCly) : § 8.1(d, 1H), 7.18~7.7(m, 3H),
6.40(d, 1H)

2,6-Dichlorocinnamoyl azide—-§& : 97.3%, mp
36~38C, IR v&' cm™!: 2166(—Nj), 1637(—C=
0), 'H NMR(CDCL) : 8 6.65(d, 1H), 7.1~7.6(n, 3H),
7.9d, 1H)

3 4-D|chlorocmnamoyl azide— % . 99.7%, mp
68.5~72C, IR viE cm~1: 2148(—N,), 1688(C=0),
'H NMR(CDCls) : & 6.42(d, 1H), 7.26~7.68(m, 4H)

2,3-Dichlorocinnamoyl azide— & . 98.2%, mp
375~40TC, IR v cm™!: 2140(—Ns), 1691(C=0),
'H NMR(CDCL) : & 8.05(d, 1H), 6.85~7.25(m, 3H),
6.48(d, 1H), 3.9, 6H)

2 4-D|chlorocmnamoyl azide— & . 79.5%, mp
94~96C, IR viE cm~1: 2150(—N3), 1672(C=0),
H NMR(CDCl;) : 8 3.94(s, 6H), 6.4~6.60m, 3H), 7.45
@, 1H), 7.96(d, 1H)

2,5-Dichlorocinnamoyl  azide— 58 . 89.3%, mp
62~64T, IR vEB' cm™': 2086(—Nj), 1642(C=0),
H NMR(CDCly) : & 3.84(d, 1H), 6.5(d,‘ 1H), 6.8~7.1
(m, 3H), 8.05(d, 1H)

3,4-Dichlorocinnamoyl azide— & : 98.2%, mp
90~92C, IR v cm™!: 2144(—N3), 1674(C=0),
'H NMR(CDCly) : 8 3.96(d, 6H), 6.28(d, 1H), 6.85~
7.3(m, 3H), 7.7d, 1H)

3,5-Dichlorocinnamoyl azide— & : 804%, mp
93.5~94C, IR v cm™! : 2144(—Ny), 1667(C=0),
'H NMR(CDCly) : & 3.8(s, 6H), 6.4(d, 1H), 6.5~6.7
(m, 3H), 7.7d, 1H)

Disubstituted styryl isocyanates®| E4J569—o}x|

J. Pharm. Soc. Korea
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= 33HES B)EA SvolA 713l isocyanates
A& Curtiuszte] &7 w8894 A g3y} 34-Di-
methoxycinnamoyl azide 4.5g(19.03 mmol)3} ZAZA|
70 WA 25miE 27 ke Eeka3e) shska
FF WAV e} 2xA, 3 g Ax2qe A,
£9e. 80C 2 rldstgon, ulg ZelAzgldA
o o)ake] AA WAool glg w7tR] vHS-A1A ke
isocyanateZ 4t YA azideEx 19 2
g o & whe-AlA of-§-3h= isocyanated FAIES]
tl. isocyanatex W|iLA Wh-EAjo] E FHJEolBRZ
B stAga ubs E3E AR o2 g4 FAe
AHg-sledch

N-(Disubstituted styryl) formamides2| £ — 4
3 isocyanatese] A ZA] diisobutylaluminum
hydrideS ¥k-$-A]# N-(disubstituted styryl) forma-
midesE A5G 2,6-dichlorostyryl isocyanateg
benzenesl] %ol £1E PL-ofAE TRl
slmA A4 7kA~E F418hd Feke] diisobutylalu-
minum hydride(DIBAL)S A 43] 7}3F o} 2087}
o whEAT| 2 Wk EFEC 10% NHCl 898
7¥8ted Zl5algl F ethyl acetate® F33)¢iv}
7124 75 MgSO,2 AxA)7)1, i’wﬂ 2 A A3l
2ol A AMES 9%t o)L n-hexaned}
ethylacetate S 824 & A}4-3}¢] column chromato-
graphy2 #2)8 ¥+ AAAs} 5% YAESE &
Aok FA4g 48 o}E isocyanatesol® $1¢}
AR vbH & A 4ste] Az, Ee] 2 AT 450~
84.3%2] <& N-(disubstituted styryl) formami-
desE& #4334t

Styryl formamide— 58 : 53.0%, mp 104~106C,
IR v cm™!: 3216(—NH), 1662(— C=0), 'H NMR
(CDCly) - 6 595, 1H), 6.2~7.4(m, 6H), 7.8(s, 1H),
9.0(brs, 1H)

N-(2,4-Dichlorostyryl) formamide — <& : 45.0%,
mp 130~134C, IR v cm™': 3248(—NH), 1648
(—C=0), 'H NMR(CDCl;) : 8 6.56(d, 1H), 7.1~7.96
(m, 5H), 8.35(s, 1H), 8.86(brs, 1H)

N-(2,6-Dichlorostyryl) formamide — <% : 81.1%,
mp 130~132C, IR v cm~': 3240(—NH), 1652
(—C=0), 'H NMR(CDCl) : & 6.32(d, 1H), 7.3~7.62
(m, 4H), 8.3(d, 1H), 10.58(p, 1H)

N-(3,4-Dichlorostyryl) formamide— <& . 80.7%,

Vol. 36, No. 5, 1992

mp 68~72C, IR v cm™!: 3264(—NH), 1644(—
C=0), 'H NMR(CDCL) : & 6.1(d, 1H), 7.15~7.60mn,
4H), 8.2(s, 1H), 8.45(b, 1H)
N-(2,4-Dimethoxystyryl) formamide— 5% : 72.5
%, mp 87.5~88C, IR VEEr cm™! © 3290(— NH), 1647
(—C=0), H NMR(CDCL) : § 3.8(d, 6H), 6.3(d, 1H),
7.3~7.40n, 4H), 8.08(s, 1H), 8.4(»h, 1H)

N-(2,5-Dimethoxystyryl) formamide — & : 84.3
%, mp 63.5~64T, IR vEr cm™! : 3274(—NH), 1645
(—C=0), 'H NMR(CDCl;) : 8 3.8(d, 6H), 6.45(d, 1
H), 6.7~7.0(m, 4H), 8.2(s, 1H), 8.42(h, 1H)

N-(3,4-Dimethoxystyryl) formamlde & . 611
%, mp 104~108C, IR v¥E' em ' © 3268(— NH), 1660
(—C=0), 'H NMR(CDCly) : & 3.86(d, 6H), 6.2(d, 1
H), 6.2(d, 1H), 6.75~7.4(m, 4H), 8.1(s, 1H), 10.2(5,
1H)

N-@3, 5-Dimethoxystyryl) formamide — & : 69.2
%, Liquid, IR vE¥ ecm™!: 3268(— NH), 1649(—C=
0), 'H NMR(CDCly) : & 3.8(d, 6H), 6.5(d, 1H), 7.2~
7.70m, 4H), 8.2(s, 1H), 8.4(b, 1H)

N-(Disubstituted styryl) acetamidsS] &4 — 3413k
isocyanates®l] methylmagnesium bromideS HHg-4]
7 N-(disubstituted styryl) acetamides® 3433}3ic}h.
100ml 37 52 wig Eeka3e] £%24, &7 3
Z}7] 58 A3} 1L, isocyanate] benzene £-<4(21.00
mmol)& AgollA mukstHA Aariag A
-] 3} 12, methylmagnesium bromide(21.00 mmol, 7
m)E e HURE o 2087 ke o
ke A)7)3, od7)d 10% NHCl 498 7}she]
TEFES A7) ©h8- ethyl acetate2 FZE3lgich §-7)
& 74 MgSO,E 7z, #=3 Fol 49& AA
gto] e wA AAES A9E, ool n-he-
xane¥} ethyl acetate® £E|AH =3ty column chro-
matography 2 ¥, AAsI3ct. d& e ol isocya-
nateol| = ¢} FAHE W H-8381o] 559~824%
o} &2 N-(disubstituted styryl) acetamidesE ¥
A8t

Styryl acetamide— <& : 66.8%, mp 174~176C,
IR Vi cm™!: 3280(—NH), 1641(—C=0), 1444,
1369(— CH3), 'H NMR(CDCL) : & 2.19(s, 3H), 6.0(d.
1H), 7.0~7.670m, 5H), 6.15(d, 1H), 10.5(s, 1H)

N-(2,4-Dichlorostyryl) acetamide — & @ 72.5%
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mp 1865~188C, IR vEE cm ' : 3298(—NH), 1649
(—=C=0), 1478, 1382(—CHj), 'H NMR(CDCl,) : 6
2.15(s, 3H), 644, 1H), 7.15~7.6(m, 3h), 7.9, 1H),
10.4(s, 1H)

N-(2,6-Dichlorostyryl) acetamide — % : 57.8%,
mp 178~180T, IR v cm™!: 3196(—NH), 1647
(—=C=0), 1454, 1372(—CHy), 'H NMR(CDCl;) : &
2.0(s, 1H), 6.15(d, 1H), 7.2(d, 1H), 7.4~7.6(m, 3H),
10.4(d, 1H)

N-(3,4-Dichlorostyryl) acetamide —5-& : 65.2%,
mp 112~1135C, IR vE¥ cm~!: 3270(— NH), 1645
(—C=0), 1469, 1372(—CH,), 'H NMR(CDCL) : &
2.15(s, 3H), 6.0(d, 1H), 7.15(d, 1H), 7.28~7.7(m, 4H)

N-(2,3-Dimethoxystyryl) acetamlde T8 824
%, mp 134~136T, IR vEE ¢ : 3298(—NH), 1645
(—C=0), 1472, 1368(—CH3), '"H NMR(CDCly) : &
2.16(s, 3H), 3.84(m, 6H), 6.5(d, 1H), 6.75~7.3(m, 3
H), 74~7.6(n, 2H)

N-(2,4-Dimethoxystyryl) acetamide— & : 72.6
%, mp 98~100.5C, IR vEE'cm™! : 3252(—NH), 1642
(—C=0), 1464, 1375(—CHs), 'H NMR(CDCL) :
2.1(s, 3H), 3.8(d, 6H), 6.38(d, 1H), 7.25(d, 1H), 74~
7.6(d, 1H), 7.65~7.8(brs, 1H)

N-(2,5-Dimethoxystyryl) acetamide— & : 73.4
%, mp 88.5~90C, IR vEB cm~! : 3286(—NH), 1645
(—=C=0), 1455, 1372(—CHs), 'H NMR(CDCl) : &
2.1(s, 3H), 3.8(s, 6H), 6.35(d, 1H), 6.7~7.0(n, 3H),
7.28(s, 1H), 7.6(d, 1H)

N-(3,4-Dimethoxystyryl) acetamide—5-& . 55.9
%, mp 172~174C , IR V<% cm! : 3246(— NH), 1549
(—C=0), 1468, 1373(—CHj), 'H NMR(CDCly) : &
2.05(s, 3H), 3.85(d, 6H), 6.08(d, 1H), 6.75~7.0(m, 3
H), 742, 1H), 7.7~8.0brs, 1H)

N-(3,5-Dimethoxystyryl) acetamide— <% : 82.1%,
mp 136.5~1385C, IR vEE cm~': 3262(—NH), 16
45(—C=0), 1467, 1367(—CHs), 'H NMR(CDCl,) : 6
2.15(s, 1H), 3.8(d, 6H), 6.1(d, 1H), 6.3~6.65(n, 3H),
7.3d, 1H), 9.15d, 1H)

MEEY AEH-FAHF 4P N-(disubstituted
styryl) carboxamide®9] 3+ A=+ IFH3)&

Tl 23t A]Ps}gict

Z@r % nF

Ao g He G3ES 47 fsA AM-E SOCLE
phosphorus halide 2.t} w-g-Ado] Jx]ul o]z
oo} Aof J3H-g A slar, H-S-Foll 2] SOCL,
£ 272 A AAE 5 elA 4t dstEs "
A A4l

o= BB AzL A A= o]d 27
A XguphyOa) oplatel] 23 s|=xl 33
9 A3t 9y F7RA7E ek

X%4 cinnamoyl hydrazideE £3& olR=29] A
Zo|& Godtfredsen®} Vangedel®] ¥bH¥o] 245
], §A4% cinnamoyl hydrazide2%-€] cinnamoyl
azideZ 7] $J341+& cinnamoyl hydrazide®] AF £
)-& nitrous acid®} ¥H&-A]Z1ck 22in} o] wiyellA
HNO,= NaNO,¢} HCIZ-& H;PO5& uwhs-A1A A
Z317) v Eo) v E§EZ=H-E] cinnamoyl azideE
7] 9)8) 4= cinnamoyl hydrazide2] 4} 894 nit-
rous acid®} ¥HgAZlch a8t o] Hbe A HNOx:=
NaNQO,¢} HCl && H;PO, & HHgA)A A3:3)7]
ool g EFEEHE daxt s YHES
2 AA 7L FolstA] Ytk

C1CO0CHs
CeHs—CH=CH-COOK CeHs—CthH—g-Oj-w‘ls
NHzNHz - H20
CoHs=CH=CH-CON3 CoHs~CH=CH-CONHNH2

Ab d3}E3 NaN;9] whgo2 olx= 33E&
dedls A2 i A Wie] 48 A ek 24
WS - 2718l A P, o] whgo] S
Ak Ak NaNsghe A)7be] Astd ¥$4&
UA HlEZ o] FAsA ARE-Stedel 3, B
Al oj3}Eo] Az 9 NaNzoll= vigAolnz, x3%
cinnamoyl chlorides}e] ukg-e] R@slA doj}x|
%e 5 stk #4 e NaN;o| %3 £4-934
cinnamoyl chlorided &3} 4l f7]4me) Fo
AMg-8la, oAl ES M EE wigt 4vlFe &
ok YAE R =E EE 32Xt 4AF] JA
AlARER oA = FHFENA RS AAdH L
e o] QlAEL ubge] e AFPHe FAAHo|
ek & A 2k Hbg A7) WhE $52]

J. Pharm. Soc. Korea
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bl 2]3lo] cinnamoyl azidesS HL& $&(775~
99.7%)2 A ®s}sich

Isocyanates= 18494 dialkylsulfate®} potassium
cyanate?] E-E 2 22 A=< oA, 19373 po-
lyurethanese] 27A=7]7b2] 2 WAL vlaA =7
th. 22y isocyanated] #IF W AP ool
# whgEo] I A7 B30 sk

Ao} =7} isocyanate®} AAE ¥+ Cur-
tiusAh2] &7 HH§9-L- isocyanated] A|ZEE EE iso-
cyanate Z¥-€] whS- 4 gl urethans, ureas, ©}v]
Efe olmlFe Az wydx g AL4EHA, ¥
793 Fapl vbg-2 2 R77F AR E HAN-S
AR o]Fdhs Ul A &3 whEolrh o] it
$2 isocyanate® carboxylic acid chloridet} ester
2YE Az¥ o £ WPHe=4 Hofmann A
&7 ubgol} Schmidt wH-xh wHS- F 7o) 3}
glod ukg- AAEQ) isocyanated {A HFEE &

et

Nepa heat
R~<0~Cl ——————  R-CO-N3 = R-N=C=Q « M
HNO2
NHzNHz
R-COOCz!!s

HNHz

58 CurtiusAe] &3 MM 253l 934
438l 7153 e Ao dezen, Porter, C.
W.9} Barrett, E. W)= azided] Auid 457} A%
AuiAel HA wldsly Fogels FREE B
39t} Yukawa, Y.9} Tsumo, V.= EF oA o2
234 benzazides®) CurtiusAg] &7 Hh&ol A2
AFA ZIAE A7 A3} m-substituted benzazi-
desv AA-"oule 71 Ze 3 W =271
Zrasbed ou p-substituted benzazides: AA F&
71¢} Az} nEr] F 7EA] 25 uA 3Rl 7Sl ¥
gte] Swrt »=24g ®asg)

2 AYddMe FAT azidesE WAL FellA
7} 8ke] isocyanateS ¢+ Curtius Avid <] v-&
olg-3lgem, dukd ez 20~150C & x4 1
At Aed ko] fAERYE AAZE 80T oA
3~4A17F Wk A, wHY] APAEE A
wE Srafy o 5 oded, AFY 4dEE W
2 94AL FAF F ik

Isocyanater 33 WA SR ql3te] ofejr}H]

Vol. 36, No. 5, 1992

sttERe] o] Hew, A =
g 7o] uhse isocyanate?] AR whiel] o
g FAAAQ Fagoleo] FAHLRE o]FoiArt
A A7} FA ek isocyanate”]o] A A 72
E7lE A9 FHd A e FHIFIAE,

A FEole $3AS AT

z%

Isocyanate} oxygen-hydrogen ZA3-& EF3h=
3}EEe] uHe-& isocyanate 3}she] wf9- FaF
Fqol &gt FtaEA)ae] whEdAe &4 b
H-48-8 ¥ Adslal, cyanoacetic acid, trichloroacetic
formic acide} 22 © g Al
amide®} CO.2 s} Fry”d| ¢lsld, &4 AF-
FEO Bl F1EL FF2EA]] o)dd] &jin
g}

Aryl 3-& alkyl isocyanatex LiAlH o] &]3le] &
Fe2 A ol F& g ojmeR FRAHY,
b9} Grignard Aokt §-7154% 332 94] iso-
cyanates} zh&-she] 2-3slw 414354 N-23k ofn]
=5 wrEdh® HZd Y EgAE £ o)F
73S 7= 33EE3 organotin hydridese}e] 4b
So Tale] ol A= ew ! organotin hyd-
rides &gl = A€ ¥ o3| =9} ukgsle] A
carbinol® 3+QA]7]3, isocyanate®] hydrostanna-
tionz} Hol2 sl FME A€ vt ek

acid %

1) EtaSnH
RNCO

RNHCHO
2) H20

Lorenz, D. H.¢} Becker, E. L= phenyl isocya-
nate®} F32ke] tri-phenyltin hydride2}e] HH-E-ol A
arylformamides& ¢1$1.2™, Noltes, J. G.¢} Jannsen,
M. J192. Becker'’2} Neumanno] <17 ZAiE E
t)235}9] phenyl isocyanates] @3+ organotin hyd-
ride®) W& AFRI ¥Rk 1 Wk (-Bu)s
SnH¢} isocyanater} 1.1 A7FEE AT Fo 7}
FEIAE Fuksted olvl=z el

Hong, S. M.¥& Anzai® uh3} Massey, 1. J. %
Harrison, I. T.o] &3] o]¢% ulelgia lithium tri-
fert-butoxy aluminchydride®8 A}-4-8he] wHA-BEA:
o]ZAgto] A7} 24¥E enamineTF | phenyl”]
£ zHE styryl formamides®& A 3HsCh

X Ao A= tributyltin hydride®} diisobutylalu-
minum hydride(DIBAL)Zl A #F<9 #Helgs 1
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444 weste) B49A)E DIBALS A€sle] styryl
isocyanatesell 2H-§-A1# FF 53 P <& &
glgdch o] A4 diisobutylaluminum hydride :
((CHy);,CHCH, LAIH:. 7} 9 715238 AXA
N-styryl formamide® &=, o] 4k isocya-
nate®} LA AE FAFL B EA Tl
LolEo 2 AYE 5 gtk

({-Bu)2AlH + R-CH=CH~-N=C=0

—————>» R~CH=CH=-N=C~0-Al1(1-Bu)3
H H*/H20

R~CH=CH-NHCHO

4338 o)X % styryl formamide?] YA wld-2 IR
HAe o 2RE so} trans F o)A EFE
< Usith

, 960~980 cm el A} 3% transPelS] L#HH C-
FYAF FFuel 665~730 cm oA cisH o &
4 C-H 384% F5uE veplich

¢4 W7 E 243l 72 HEe d2e AE

>

TN o

g

3 gAHsE ool rr] 2)3te] methylmagnesium
bromideZ isocyanateol] ¥H3-A|A N-(disubstituted
styryl) acetamidesS ¥4d3slgich

IR ~9edy o2 RE s} transolAAAY &7
E3o] #HalE o

MEZHAH

A% HE335S Agar dilution methodZ 20
742 7%l sl Antimicrobial susceptibilitys Al
el & A7} N-(34-dichlorostyryl) formamidet St-
reptococcus pyogenes 308A, Streptococcus pyogenes 77
A, Staphylococcus aureus SG 511, Staphylococcus au-
reus 285, Staphylococcus aureus 5039 g HAi =]
¥ %(Minimum inhibitory concentration : MIC)7} 50
ppmolglem], =i N-(34-dichlorostyryl) aceta-
midex= Z& #FF9 s MIC7} 6.25~50 ppmoE
Aol o ok UnA 3gEe] Y 23e
MIC7} 1003 %9 S 713t

Antimicrobial Susceptibility Test

Agar Dilution Method

Minimal Inhibitory Concentration (ug/ml)

Strains

3,4-Dichloro styryl formamide

3,4-Dichloro stytyl acetamide

Streptococcus pyogenes 308 A
Streptococcus pyogenes 77 A
Streptococcus faecium MD 8b
Staphylococcus aureus SG 511
Staphylococcus aureus 285
Staphylococcus aureus 503

Sy o W =

50.000 25.000
50.000 25.000
>100.000 >100.000
50.000 12.500
50.000 50.000
50.000 6.250

HAle| 2

£ QFE AA%Y £3ATE Aol szt o]
T} Aew, Aol =Gy
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